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This REPORT consists of a total of 



sheets, including this cover sheet. 



sheets, as follows: 



This report is also accompanied by ANNEXES, comprising: 

(sent to the applicant and to the International Bureau) a total of 

sheets of the description, claims and/or drawings which have been amended and are the basis for this report and/or 
sheets containing rectifications authorized by this Authority (see Rule 70.16 and Section 607 of the Administrative 
Instructions). 



_ 



□ 
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the disclosure in the international application as filed, as indicated in item 4 of Box No. I and the Supplemental 
Box. 

b. | 1 (sent to the International Bureau only) a total of (indicate type and number of electronic carrier(s)) 
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International application No. 
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Bo* No. V Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 

citations and explanations supporting such statement 


1. Statement 








Novelty (N) 


Ciaims 


1-10 


YES 




Claims 




NO 


Inventive step (IS) 


Claims 


1-10 


YES 




Claims 




NO 


Industrial applicability (IA) 


Claims 


1-10 


YES 




Claims 




NO 



2. Citations and explanations (Rule 70.7) 

V.l Cited documents 



Dl: EP-A-0 141 317 (BASF AKT IENGE SELLSCHAFT ) 

15 May 1985 (1985-05-15) 
D2: WO 03/009687 A (BASF AKT IENGESELLSCHAFT ) ; 

TORMO I BLASCO, JORDI; SAUTER, HUBERT; MUELLE) 

6 February 2003 (2003-02-06) 
D3: EP-A-0 215 382 (BASF AKT IENGESELLSCHAFT ) 

25 March 1987 (1987-03-25) 
D4: GB-A-1 14 8 62 9 (VEB. DEUTSCHES HYDRIERWERK 

RODLEBEN) 16 April 1969 (1969-04-16) 
D5: EP-A-0 77 0 615 (AMERICAN CYANAMID COMPANY; 

BASF AKT IENGE SELL S C HAF T ) 2 May 1997 

(1997-05-02) 

D6: EP-A-0 614 113 (MITSUBISHI PAPER MILLS, LTD; 

MITSUBISHI PAPER MILLS LTD) 7 September 1994 
(1994-09-07) 

The same designations will be used throughout the 
procedure . 

V.2 Novelty 

The subject matter of claims 1-10 is encompassed in 
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generic terms by the subject matter of claims 1-6 of 
document Dl . However, there are no specific individual 
compounds in Dl which fall within the present claims, 
since the radical in Dl is verified only as CH?., n-C3H7 
or n-CUHcj. 

The subject matter of the present claims differs from the 
disclosure in D2 by the definition of the group, which 
corresponds to the X group in D2 . 

The subject matter of the present claims differs from the 
compounds disclosed in D3 in that the radical 
corresponding there to the R 1 group always bears an aryl 
group . 

In the compounds disclosed in D4, the alkyl group 
corresponding to R 1 only has a maximum of 4 carbon atoms. 
The intermediates of the formulae IV and V claimed in the 
application are encompassed in generic terms by the 
subject matter disclosed in D5. In the compounds 
mentioned specifically in D5, however, the radical 
corresponding to the R 1 group is phenyl. D6 discloses two 
compounds which differ from the intermediates of the 
formula IV only with regard to the R^ radical. 
The subject matter of all present claims is therefore 
novel . 

V.3 Inventive step 



V.3.1 According to the description, the problem 

underlying the application is considered to be that of 
providing 5, 6-dialkyl-7-aminotr iazolopyr imidines which 
are superior in their fungicidal action to the similar 
compounds known from Dl. 
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V.3.2 Relevant prior art for the subject matter of 

claim 1 is the documents Dl to D3, since they disclose 
f ungicidally active 7 -aminot riazolopyr imidines . The 
structurally closest prior art is Dl, since it discloses 
compounds which, with regard to the R 2 group, differ from 
the compounds now claimed, which bear an ethyl, ethenyl 
or allyl group, in that they bear an n-propyl group or an 
n-butyl group (Dl, compounds 21, 23, 42 and 48) . The 
compounds according to the application which bear ethyl 
as the R 2 group are encompassed in general terms even by 
Dl (see Dl, page 2 lines 1-5) . 



V.3.3 A person skilled in the art faced with the 

problem defined above would certainly be induced by the 
general disclosure from Dl to prepare novel compounds 
which, though, are within the generic disclosure of Dl, 
while being able to assume that these compounds would 
likewise have fungicidal properties. This is precisely 
what has been done in the present case, and it is 
therefore unsurprising that the compounds according to 
the application actually have fungicidal action. 

V.3.4 However, the applicant has submitted tests 

with which particular compounds according to the 
application are compared to the structurally closest 
compounds from Dl, It is evident from these tests that 
some preferred embodiments of the compounds according to 
the application, specifically those now claimed in which 
R 2 has particular definitions, have an unexpectedly 
higher activity. When, in compounds from Dl, ethyl is 
introduced for the methyl radical* which corresponds to 
R 2 , the compounds thus formed have a significantly 
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improved activity against late blight in tomatoes. The 
replacement of propyl by allyl also leads to 
significantly improved action. Compounds according to the 
application which bear the radicals mentioned therefore 
solve the problem defined above in a non-obvious manner. 
An inventive step can therefore be acknowledged for them. 

V.3.5 An improved activity as a result of the R z 

radical = ethenyl has not been shown specifically and is 
therefore doubtful. Introduction of the R z radical = 
ethenyl has therefore solved a problem different from 
that defined above, specifically merely the provision of 
further (not necessarily improved) fungicidally active 
5, 6-dialkyl-7-aminotriazolopyrimidines . However, the 
ethenyl derivatives are neither disclosed nor suggested 
in Dl, such that the involvement of an inventive step can 
be acknowledged for these compounds too owing to their 
non-obvious structure. However, it is emphasized that, 
owing to the different technical problems solved 
(compounds where R 2 = ethyl or allyl have an unexpected 
technical effect, namely improved action; compounds where 
R 2 = ethenyl have a non-obvious structure and therefore 
constitute further compounds not suggested by the prior 
art) , the ethyl and allyl derivatives on the one hand and 
the ethenyl derivatives on the other hand are based on 
two different inventive concepts, as a result of which 
the subject matter of the claims must be designated as 
lacking unity of invention . 



V.3.6 It remains to be emphasized that inventive 

step can be acknowledged for substance claims 1-4 and the 
use claims 8 to 10. 
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V.3.7 



The processes disclosed by process claims 5 



and 7 are analogous to those disclosed in Dl; the 
intermediates encompassed by claim 6 too are analogous to 
those from Dl. However, an inventive step can likewise be 
acknowledged for claims 5 and 7 , and also 6, since the 
intermediates claimed are converted to inventive end 
products with the aid of the processes claimed. 



V.4 



Industrial applicability 



The subject matter of claims 1-10 is industrially 
applicable . 
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IN THE UNITED STATES PATENT & TRADEMARK OFFICE 

In re Application of 
BLASCO et al 
Serial No* 10/589,953 

Filed: March 8, 2005 as PCT international application 

For: 5,6-Dialkyl~7-aminotriazolopyrimidines, their preparation and their use for controlling 
pathogenic fungi, and compositions comprising these compounds 

DECLARATION 



I, Egon Haden, Dr. agr., a citizen of the Federal Republic of Germany and residing at 
Bayernstra&e 55, 67061 Ludwigshafen, Germany, hereby declare as follows: 

I am fully trained agricultural engineer, having studied agricultural science at the 
Technical University of Stuttgart - Hohenheim, Germany, from 1975 to 1980; 

From 1980 to 1985 I furthered my studies at the Institute of Plant Disease of the 
University of Hohenheim, and I was awarded my doctor's degree by the said university in 
1985; 

i 

I 

I 

I joined BASF Aktiengesellschaft (now BASF SE) of 67056 Ludwigshafen, Germany, in 
1984, and have since been working in the field of the characterization and screening of 
fungicidal substances, and am therefore fully conversant with the technical field to which the 
invention disclosed and claimed in application Serial No. 10/589,953 belongs. 

The tests were carried out under my supervision in accordance with the instructions given in 
the specification of Appln. Ser. No. 10/589,953 or as described below. 
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Comparative trials vs. EP 0 141 317 (DP 



The spray solutions were prepared in several steps: 

The stock solution were prepared: a mixture of acetone and/or dimethylsulfoxlde and the 
wetting agent/emulsifier Wettol, which is based on ethoxylated alkylphenoles, in a relation 
(volume) solvent-emulsifier of 99 to 1 was added to 25 mg of the compound to give a total of 
10 ml. Water was then added to total volume of 100 ml. 

This stock solution was diluted with the described solvent-emulsifier-water mixture to the 
given concentration. 

4 

Example 1 - Activity against late blight of tomatoes caused by Phytophthora Infestans, 
protective treatment 



Leaves of potted tomato plants were sprayed to runoff point with an aqueous suspension having 
the concentration of active compounds stated below. The next day, the leaves were infected 
with an aqueous sporangia suspension of Phytophthora infestans. The plants were then placed 
in a water-vapor-saturated chamber at temperatures between 18 and 2Q°C. After 6 days, the 
late blight on the untreated, but infected control plants had developed to such an extent that the 
infection could be detenminedi visually in %. 

The efficacy (E) is calculated as follows using Abbot's formula: 

E = (1 -a/p)-100 

a corresponds to the fungal infection of the treated plants in % and 

0 corresponds to the fungal infection of the untreated (control) plants in % 



An efficacy of 0 means that the infection level of the treated plants corresponds to that of the 
untreated control plants; an efficacy of 100 means that the treated plants were not infected. 



Page 2/6 



05-MAR-2010 14:46 



BASF AG GVX/P C006 



+49 621 6048821 S.010 



Exp.-No.; 


Compound No. 

Iti document 


Structure 


Attack in % 

at 63d nm 






NHL 






1 


#10(D1) 




20 


2 


Tab. I; # 1-6 

Invention 






0 






NR, 






3 


# 12 (D1) 


N WI ^-""V^ 

I^NT^CH, 


, ChL 


40 












4 


Tab. 1; # 1-8 

* 

Invention 






0 






NH 2 






5 


#46 (01) 






30 














Tab- 1; # A-136 
Invention 


CH, 


' CH 3 


10 


7 


untreated 


90 



Example 2 - Activity against late blight of tomatoes caused by Phytophthora Infestans, 
3 days protective treatment 



Leaves of potted tomato plants were sprayed to runoff point with an aqueous suspension having 
the concentration of active compounds stated below. After 3 days the leaves were infected with 
an aqueous sporangia suspehsion of Phytophthora infestans. The plants were then placed in a 
water-vapor-saturated chamber at temperatures between 18 and 20*C. After 6 days, the late 
blight on the untreated, but infected control plants had developed to such an extent that the 
infection could be determined! visually in %. 

The efficacy (E) is calculated as follows using Abbot's formula: 

E~<1 -o/P)-100 

a corresponds to the fungal infection of the treated plants in % and 

p corresponds to the fungal infection of the untreated (control) plants in % 



An efficacy of 0 means that the infection level of the treated plants corresponds to that of the 
untreated control plants; an efficacy of 100 means that the treated plants were not infected. 



■ 
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Exp.-No.: 


Compound No. 
in document 


Structure 


Attack in % 
at 16ppm 
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# 15 (01) 


W N CH 3 




90 












■ 

9 


• 

Invention 

■ 


^^N^W^^^ ***** 




10 












10 


#21 (D1) 


^CH a 




90 






NH a 






11 


Tat>. I;#M0 
Invention 






10 


12 


untreated 


90 





Compound No. 
in document 


Structure 


Attack in % 
at 250 ppm 


13 


#21 (Dfl) 


NH^ 


90 


14 


Tab. V; # A-65 
Invention 


NR, 


5 


15 


untreated 


90 
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Example 3 « Preventative control of grey mold (Botrytis c/nerea) on leaves of green 
popper 

Young seedlings of green pepper were grown in pots to the 2 to 3 leaf stage. These plants 
were sprayed to run-off with ian aqueous suspension, containing the concentration of active 
ingredient or their mixture mentioned in the table below. The next day the treated plants were 
inoculated with a spore suspension of Botrytis cinema in a 2 % aqueous biomalt solution. 
Then the trial plants were immediately transferred to a dark, humid chamber. After 5 days at 
22 to 24°C and a relative huimidity close to 100 % the extent of fungal attack on the leaves 
was visually assessed as % diseased leaf area. 

The efficacy (E) is calculated! as follows using Abbot's formula: 

E = (1 -a/p)*1Q0 

a corresponds to the fungal infection of the treated plants in % and 

3 corresponds to the fungal infection of the untreated (control) plants in % 



An efficacy of 0 means that the infection level of the treated plants corresponds to that of the 
untreated control plants; an efficacy of 100 means that the treated plants were not infected. 



Exp. No. 


* 

Compound No. in • 
document 


Structure 


Efficacy (%) at 
63ppm 


Efficacy (%) at 
250 ppm 


16 


Tab. 2; # A-65 
Invention 


NH 2 


15 


15 


17 


#21, D1 




0 


0 



Example 4 - Curative control of brown rust on wheat caused by Puccinia cecondita 

The first two developed leaves of pot-grown wheat seedling were dusted with spores of 
Puccinia recondite. To ensure the success the artificial inoculation, the plants were 
transferred to a humid chamber without light and a relative humidity of 95 to 99 % and 20 to 
22°C for 24 h. The next day ithe plants were sprayed to run-off with an aqueous suspension, 
containing the concentration of active ingredient or their mixture as described below. The 
plants were allowed to air-dry. Then the trial plants were cultivated for 8 days in a 
greenhouse chamber at 22-26oC and a relative humidity between 65 and 70 %. The extent 
of fungal attack on the leaves was visually assessed as % diseased leaf area. 

The efficacy (E) is calculated as follows using Abbot's formula: 

E = (1 -a/p)-100 

a corresponds to the fungal infection of the treated plants in % and 

p corresponds to the fungal Infection of the untreated (control) plants in % 
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An efficacy of 0 means that the infection level of the treated plants corresponds to that of the 
untreated control plants; an efficacy of 100 means that the treated plants were not infected. 





Compound No. in 
document 




Efficacy (%) at 
63ppm 


Efficacy (%) at 
250 ppm 


18 


Tab. 2; # A-65 
Invention 


NH 2 
N N r*^ 


10 


30 


19 


#21, D1 


^^^f^ ^^^^^^ 


0 


0 



I further declare that all statements made herein of my jown knowledge are true and that all 
statements made on information or belief are believed to be true; and further that these 
statements are made with the knowledge that willful false statements and the like so made 
are punishable by fine or imprisonment, or both, under Section 1001 of Title 18 of the United 
States Code and that such willful false statements may jeopardize the validity of the 
application or any patent issuing thereon. 

Signed at 67056 Ludwigshafen, Germany, February 19, 2010. 




Signature of Declarant 
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